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(54) NEW COMPOUND A-76202 AND ITS PRODUCTION 

(57)Abstract 

PURPOSE: To obtain the new subject compound having a microsome 
α- glucosidase-inhibiting activity and a maltase-inhibiting activity 
and useful as an antitumor agent an anti AIDS agent, etc., by culturing 
an A-76202-producing bacterium belonging to the genus Rhodococcus. 
CONSTITUTION: This new compound A-76202 represented by the 
formula is white power, soluble in dimethyl sulfoxide, slightly soluble in 
water, methanol and acetone, has a molecular formula: C20H18O9 
(measured with a high resolution mass spectrum) and a molecular weight 
of 402 (measured with an FAB-MS spectrum), and has a remarkable 
microsome α-glucosidase-inhibiting activity and a maltase 
activity-inhibiting activity exhibited when using sucrose-isomaltase 
complex, and is useful as an antitumor agent, an anti-AIDS agent, an 
antiobesic agent an antidiabetic agent etc. The compound is obtained 
by culturing an A-76202-producing bacterium [e.g. Rhodococcus SP. 
SANK61694 strain (FERM- BP-4751)] belonging to the genus 
Rhodococcus and subsequently collecting the product from the culture 
product. 
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L. !Nf{C 1 4-Cfet»L2 9°C©©H-C^hF-C$>S. fgCC 
A - 7 6 2 0 2 ©£gKtt 2 2 'Cftl#>L 2 8 tawa? 50 
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A-76 20 2«. »»ft«tfg*lt,T»&*iS 

[0032] /N8gfcig*iC*$(,>Ttt. 2 8 *C-C^0Ph1 
JW*»*fT9©jWUFC*a. 5^77^3 

mstz. a«S7^x3ii^sY>*a^-*-4j-c 
ttBm. sfctt-fc^cc^gTssruatgs-r^. ess 

<fc9#sij-r*. *gig*©jg£(c«. ami, saga 

£ttWtoBS**^*rWJ-*©#»4l,K c©# 

*s. *»sJt*i zsvtxmmbxmmb. 

mmtz. fsm#2 8'cv&iffi8bxn'>. c©# 
m*2>m<D{ t&to&nz<Dicm b x t > 5. 

[003 3] *g«©gj§fC#oT£g$ft.5A-7 62 

0 2©s©$m$g{!;£*Dsttw. ft* 

&@ UfcifiMtfBj*© A - 7 6 2 0 2 ©S£/MS# a - if 

-f-tcttLrais-rs. ii^*9 6«n^6 1 6 8mm 

©ig*-CA -7 620 2©*Mfi»«]gffi«:^r £. 
[00 34] 2. ffltHtMS 

««**7^. ^*?S*©^fta57>(C#Sf S A - 7 6 2 

^ *fc«±?»ipK:^a-r4A -76202%, ^<mm 
<K¥tmtK%mmbmmmt *> c t k & <o n*>nz>. 

mUt. 5?K*/c«±r»*tC#a^5A-7 6 2 02* 
J*>$.&®m> W*.U7>'i~5<i h I RC-5 0. 
CG-5 0 (D-A • T> f ■ ^-XttM) , ^^x-y 
i»X50WX4. ^i?MSBR-P (V?>r = i) 

)itm) <Dmzmm2i±x*nv)Z<fgi.m2 j exm.m< 

i>\ *fcttA-7 6 2 02?:©»Sl*fc^. T>*xr 

^ffl^r^m cicci offend. 

M--7-^hXAD-2. XAD-4 (D— A • T> K • 
^-XftM) #-f-W*>HP- 1 0. HP-2 
0> HP- 5 0. CHP2 0P (EMm «*) ttS2) 
^^ffl^tx*. A-76 20 2^tf®*±IB©Jr<!: 

*\ *?c«A-7 6 2 02^©#3-e^. jtZS-)\> 
OffltB^S C <b (C i ot fell €, ns. 
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[0035] C(D«fc^tCUTf#e>tifcA-76202 2 10nm 

tt. SK^';*^. 7nysw©J:9fcffl#*fli(,»fc um: 2 5'C 

Batasj^ovn^?.*-. TtH2^u (mtmrm m&m: i6. 22#. 

(ft) ttSS) . •fe7rf t -^^^LH-2 0 (7r^ [0 0 4 0 ] *»^©A- 7 6 2 0 2 2fcW:-e©lS«. 

OWI. ^*>*Jfc*5A«fflV»fc]«ii« "KHfRStt****. ft-ot. A-7 62 0 2*fctt* 

tt^p-7F^7-/-^f^$riCi*JTtS. OttttffiA I D Sgg. JftBJgUi U"COfflji(cW«r& 

[•003 6]*»W©A-7 6 2 02©fMlK*»tfSW *fc. A - 7 6 2 0 2tt!/*-f9«~ tf- W V7A 

a«^KW*4Kr ©sttKj: ->r«sr* ctm ea^#* i 5*r^vd'-**stt*Fi*TSfiSttfew 

4. 10 f*. A-7 62O2*fctt*©EttjKlBi0t 

C0 03 7] 36. !S«^SiH£LT©ffl&«tWffi-C&5. *&l8tt*S 

1 ) MM* a- >/A>ais#-> tffflgi*» ( 1 ) K. A- 7 6 2 0 2 $fd«©££W$&J?S#i br$W 

7? hfflI$*nv--AjIj#©F ') h>X- 1 0 0nJ$ fe'ffl#SiJ> HfCtnA I DSR ft 

i?*j§ttnrt&^ y ;i/*tiga®£»ft£ LT&fefc&i* [ o o 4 1 ] *<z>&:5$ft£ tru. mahubm. 

^□□it®7k«?S^ttILTSlt;^±3-& > gfiB* MR (MIA. ISftF^ ST) . &X«CCJ:S 

TOftUT. XTV-JXO. 6 5Mm©^>^7>7^ ^P&^*W*C£#-Cf -5. cn6©#ai3?fij 

«t«£-»^u— >3>*-J»>*-*ffli»rH-SJ-ri„ PI 20 flk miglH, ftlMlMHM. 3-fw>*JWW»n© 

[0038] m ^mtecfc^^fc^TJt&S^ 

2 ) 'J^# a - *OW=i H«Wfc ( 2 ) OttttlftAKtt L,T 1 B 1 m g *»6 1 0 0 0 m g £-|sl 

5» HffflU *ay-Ag#©i- y h>x- l o 0nJ& itcimmictovx&^-fZctfiW&L^. 

<mmm*mmmtL. >*=>-Yu?*-)\sa-v-9 [0042] 

Mttlxl&Z&±Zli> 4l5nm<D®M8.Zmib-C [0 04 3] HitW 1. 

®m^=,~ hD7x^-^©I4t!&S. ffi«tt*&£ 30 (A)g* 

fe^Slt.*©jili^'5'-h07iy-;l/J|iJ:k^U'r. BK3»W iXf- (Rhodococcus s 

SSfKDB*iSttiOll#**IHH , r«. p. ) SANK 6 1 694ft (FERM BP-47 

[0039] 3) I«B(;i'B7hJ'57^-tJSt>5 51) lT^3h4S*80m 1 

7?$ 0 0ml §Eft77732${il, X7>hJ;0— 

fMtiZJ* : *>J'a-/<,4r ODS-K-2151(<p6 Xi50ra 8ft U 2 1 0 r pm@fiM^HIt?. 2 8*CT?1 2 

■.•b>j/»-i«t «*> «) ^wffl: i6%r-feh omm^mim^mmtbtc. 

[0 04 4] 

ftft ; 1 . 5 m 1 /9t * . 



S*B«- 1 



CaCO, 
CB-44 2 



1 % 

1 % 

1 % 

0. 5 % 

2 % 
0. 5 % 
0. 1 % 
0. 0 1% 



ftMtfflfiS- 



pH 7. 0 
2r^SnS*gt6^5 0 0mmzft7^^ 50 



36 0*(C10 0mlrJ-?A*i. 1 2 0 *CT 4 0 afflin 



15 



% 
% 



m 1 zmmvtc. x^T2 1 0 r pm<D®mmmm 

yj-tvy 2. 5 
2. 5 
1.0% 

Kb® 1.0% 

KH, P0 4 0. 05% 

MgSO,-7H, O 0. 05% 

CaCo 3 0. 5 % 

CB-44 2 0.0 1% 
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* t?2 sxj-c 1 4 4mmimbfc. 

[0045] 



pH 7. 0 



(b> &m 

545 (^a>X v>t*;i/ 

^a>S?)£0. 3 kgURT^jBU 6®4. 6 5 'J 

^x?W5 0WX4 (Dowex50WX4 (H* ) ) 

4 6 0m 1 i^mbtcij^AiC^LXA-7 6 2 0 2 20 

i. 5 h;i--t?gfem 

0. 5NT>^^T*^r^lt}^Tofc 0 mm<D60 
0 m 1 €r^t. mk<D 1 . 3 !/ ? f- ;l/©jgffl«?£3ltf\ 

[004 6] *l»TC©a««tr>/<-7^ f-CG- 

5 0 (NH/) 5 0 0m]^»Lfc*7AtCi§ 
U BMtfr/JicrjRIKSHlU ®tiiig£2 Om 1 

© i ) , (-t© 2 > is£zmmm#? v-vyvvh 

-) JC«fc»»»*f*fTl». A-7 6 2 02©#«#SII2;* 30 

rrasiBL a»sta»*tf t >. a - i 6 2 0 2 *#t?t& 

14 3. 6mgm COiM?:2 0mlO 

mm*tc®mv, mmzm^x ph 4.0 Kail 

T. flK7>^-7^ f-CG-50 <NH.*) 500 
ml^aLfc^ATfiflSLr. 48. 2mg 

^TC©f&*£HPLC£ffll>T#IRUiiSS 
t/fc. HPLC*7A(t>->a-A^ ODS-H 
-5 25 1 ) % 1 6%T-fe h ';Jl/-*-C^5{fcL/. 
CtlCC. |»5KSr^S*K^«t"C 1 . 5m 1 i Ofcf*&*40 

t-3 

y^^-x 5 % 

77-7>f-f7 0. 6 % 

0. 7 5% 

(NH,), SO, 0. 5 % 

0. 5 % 

#'J^:/h> 0. 5 % 

KH, PO, 0. 1 % 

CaCO, 0. 55% 

CB-442 0. 02% 



*j§&©5*>0. 3ml£&Al,fc. 16%7-feh~h'J 
rt>-*£#Jfrffltl.r^8m l/#r?§tliU &UJ$ 
g2 10nmft-iJ-tt, «8S$R84 2#*>i~>4 4 
#©&HJ®£il&/<:. ©ISftigM 1 . 2 m 1 (Co 
t»rt>B«K:»f|iUfc. lt5£]©HPLC£Mt,>fc#IR 

-7 62 0 2©eat&* 1. lmgm 

[0047] c ©ae^*©-gp^ax o . naastf^ o 

[0048] jmtivU; OOS-H-215 

l (6*xi5cnm,-fe>^»-ft¥ (#> S3) ; 
1 6%T-kh~h 

1. 5ml/# 
tfctfMfi : 2 1 0 n m 
Sfi : 2 5 *C 
&?#B353 ; 1 6 . 2 2#„ 
[0 04 9] 2. 
(A) ig# 

3 vmZtlZiZM 15<j7h^30 ? h 
;l/§^^-7r-^>if-4«(Cf±jA^ 120"Cr3 
o#S«$iiLft:. cm 2 8-c«:&iPL /c^cc. ^ 
ttffl 1 . £ ft&tcHN Lfcaigg$ 15 0ml £g=« 
^LT?g??$m§5 ppmW3«J:ra 
g&£l 0 0-11 0 r pm©i8Bl*jri|gU ilfifi 
l'5y»h*/». 3 0-CT, 12 0lftlll9B¥£*L 
fc. 

[0050] 
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iSffimf pH 7. 0 

(b> mm 

whtitctsmm 5 6 y ? \-)Mc?>Mvmt bx^ 4 

r 5 45( ^3>Xv>bVl> -fvPfY n-^u- 

5 2'j •» hbzmc cozmztemvpH 4.0 

JCSIgU 3^x?i7X5 0WX4 (H* ) 6y?h 
blcU v Afcg^ OT A - 7 6 2 0 2 § 
it/Co * 7 A * ft 4* * >* 2 5 v Y >VXfflWL 10 
0. 5N7>*~7*i^-t*i§fti£^fc. ^m«tt3 
•/» M>~J-o#HU rStt77^^3>2~6 5rS*r 
ig|§U 300mliWc, C©»»»CttM*iin*.T 
pH£7. OfCftftts. 7 -fh CG-50 

(NH,*) 9')vh>lZimVfci35Alc&5.lsXA 
-7 62 0 2*©»$# > K-f+>*f®Pi?gaiL/rc„ 
. AVvY )l*m£f£> 18ml ?r>5Mb 
fc. A-7 62 0 2 5r^t?7 7^S/3>3 0-8 5£H 
«>. &ET?Sa8U 8MSK«l*ff->rai»* 2 3. 4 
gZfflc, CtiZ&M 5 0 0m]JC?§A?U£$ 20 

•CpH£2. 5(C|SS£L»»X?-,>1, 500ml ?3|5J 

annua:. fflwstSrfiifflftja^Ti^^ nKrmib 

X 1 0 0m 1 tbtc. iSmmtCfc 1 3 0 m 1 iWLtt 
»e*gMW"h V? A*i)li«:MrpHS9. 5 
{CP»l/"CA-7 6 2 02«aH*aU *H£7 0ml 
lcmffibXimx-pli£6. 9{CS3SLyc. 
[0 05 1 ]^"C. 10 0ml©HP-2 0£?B»U 
fc#7Atc<£#LT©S<*l2\ KK10%T-tr 
r>* 3 0 0ml-Cft#l,T#>e>, 5 0%7-ter>* 
■Cgmi/1 OOml-fo^HUc. rStt^i^a^ 30 
2. SSriliofcJETigfS. mS&mLX7 3. 7 me© 
tiJ^firc,, c©«5;fc 6 0mg415ml©*K:fiM 
U &6*>0#5%7*r-r y^-^r^^Uca 
Xt->-JH4 0C„-OPN (i-tiv-lf-Z'? (ft) 
M) 4 0m 1 ^«Ufc*^A(CtR#3ti-fc 0 5%7-tz 
h-MJ*-* 5 4 0m lTftjm 10%7-fer- 

r yn-Tk-cigaiU ^m«*2 0mi-ro^iiiufc 0 

iStt75*J/3>3 6~4 4*ft«>. «ET«HU m 
^^ff^-CA-7 62 0 2©Sfet»* 20mg^ 
f9fc. 40 
[0 05 2] C©fifil9*0-»*IR»)»»*#i'PV 

-r»*f tfci c 3Tie©*£**f#/c„ 

[0 053]#ift#7A; •fe>^*-^5>^ ODS-H-215 
1 (6*xiSQm,-fe>2/a-f«t (ft) ft) ^Sftffl; 
1 6%7-ferXry^-* 
SSI; 1. 5ml/» 
ftiti&ft ; 2 1 0 n m 
2 5'C 

1 6. 2 2#_ 

[0054] 50 



[*«©»«] 

fsmm i . jNBtt a - yji- j -> -msaE < 
©i ) 

SrftjeS" i C i rftftffitefcJfci&fc. 
[0 0 5 5] 9-rX*-ft9 7 h©fffK 15g£iffltfJ 
U 0. 25MW-?D-^, 0. 5mMS?^*^U 

4* r-;t.*£t?y>&#y$Aft»» (ph 7. o) 

t4Xb1t. Ctvkl. 8 00x g , lOAOB&Aft 
K«L-C±»*»ft:. C©±?if£> 15, OOOXg, 

3 0^it*#II{Cftt,TJ:ft*»fc o 

[005 6] C©±?»£1 20, OOOXg, 6 0#© 

ifc&^KtturtfcS*ftfc. c©8a»c i 0% jfy 

•fea-;K 2mM MgCl, . 0. 5uMi>^tXb 

4 Y -**dtr 1 0 mM y y ■? Aft«8c ( p H 
7.0) 6 Om 1 4^-C**y^^Xt, SSI 2 
0. OOOXg, 6 Oft<D&L&micmitc. ®?>ixtc 
tmiCl OX^y-feD-*. 2mM MgCl, . 0. 

h-^^tf i omMy>K*y? 

ASH(pH 7.0) 6 Oml£^l|];i••C*^:y?- 
-fXU•<:&©£ffJiU t>UV-&Mftkbic. 

[0 05 7] c©ffis?ny-ii»t. 2%hyh 
>X- 1 OOiWETC. f-7D>**yy-<1f-5rfflU 
X**>ft4XUc. 7'd-f-Y>Tf -fe-f 
Kttft) {cJ:y^?fT^^5>^*»^l4iL/r^ 
3£ffrfig3. 4mg/mi mJ:5«:2 0mM 
x? 1 U>^7 5 >E3»K*^^ 1 0 0 mM y >Sf* 'J 
■?AS868g ( p H 6.8) X%mbtci><Di&3mt 

[005 8] *>i^6>©^ft (M. S. Kanq et al., Ana 
lytical Biochemistry, 184 M, 109 ~112 M (1989 

X*g^$-&fcBHKWa^. ^efflai5 0cm' © 

e*^h^n sm<<cwmbx2 4B#rae#t/c„ cne 

1 8 ®<Digmtf Y JU^ fc^«±?»^ 10 0.0 

OOXg. 2B#ffl©»4j#li»IKttU- "5^*^** 

rit^31ifc„ C©ttH*o. 5%K^^86K^h y 
•^A, 5mM-^txu-/ F-jH?4T-C. pH 7tc 
iail/A:«Sfi 7ml*SH*£l/fe. 
[0059] WT. «««©»fP«:B. 2 0 mMxf b 

5 yw&mzsti i o o mM y y 9 am» 

?S<pH 6. 8) ^^fflUfc. 96^7^P^^^ 

hcO^xJUC. ttffttt^HiK 5 y 1 . 
?S IO11I. MtoSfiMMtR lO/ilteJ:CX± 
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fe*g$& 75/*l£JjnA. MH- lOO^lilT, 
K££iateUc. 3 7-C-C6 0^WBlyTSJ6*jHf3 
ii/t&. lOmg/ml ^Ji?»7;l<:/S>7|q§$£5 

0% h y tuumifciimzzin^m 5 m vr-^a 
#§Lfcf£, j->7?-fe^x;rA uy 

*7&83) *m>T. sFTlMX 0. 6 5iim©y> 

*ns«flWffiit t«#i'> * u - ^ 3 ? > * 
^xm\uc 0 mmzstu^mmvmimttk io 

«U «&§^©i?S&^©Pflt$£gaUc. c.©£ 
mc*&*XA - 7 6 2 0 ZsW^a-^aj/jf- b* 
£5 0%fflWf 5i£gtt8. lng/mltftofc. 
[0060] ^^ 2. /MSftg-^J^y— g 

eawtflia <-e©2) 

£. 2%r i) h>X- 1 0 0##FT. f7D>**y 

j out* 9 Ktts*) tc^vyrtiamT*? $>zmm 
mzthrtmb. smm. 2. 6mg/micc& 20 

2 0mMX^U>$/T5>E^^tf 1 0 0 
mM 'J >®77 U f A®»?fc ( p H 6 . 8 ) VftKLIt 

s >E3iti$*£ir i o o mM y >mti y ^ aj&»& ( P 

H 6. 8)£&fflbfc. 9 6ftWf aSM*-y*U 

Owl, 1 OmM^-ba^i-JUa-D-^Jloe 
5 0 m 1 8 5 /i 1 fcfla*. *§ 

1 50m 1 tLX. £C&*i§tetfc. 3 7 , C?2 0 30 

ms.bxmt^mmatcm. 4Mtfv *»* h y -5 
a*i»?$(ph 1 o) *20w i»aur. Sl&feff 

±3tffc„ 

[0062] 4 1 5 n m©^g£tHfJL-Cjt8|A5. - 
©E#$*l?tfiU/c. 

[0063] C©^ffilCfcl^T A - 762 02 **/NM* 
a-^3i/^- fe'£5 0%H#-f-5sgg«4. 7ng 
/mlt?A-)fc. 40 
[0 06 4] ^g»l 3. 7yh'> a -^7-fef->f 

^X7-^©*S (M.Kessler et al.. b** 5 # X 
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h tty i>1} 7i?% (Biochimica et Biophysica 
Acta), 506 3t,136-~154 , 197#P) KfitU. 
- (Wistar) 15? h (St) ©/MB <fc 0 /MBWHUgB 

(J. Kblnska and 3.Kram"k b^+S^i r * 
i 5 * (Biochimica et Biophysica Acta), 284 

#,235^247, 1972 *P) tCfi£t,>, ^TV^Jl^ Hz? 
77*?£XG-2 00#7AT21fSS£tT&ofc. C 

©£*« . ~> ^ - * 5 ~fe? - -f Vv;P £ - -fc*«£ft#|S| 
mc^)l$— biStt^Wr-Si-r-SXit (3. Kolinska 
and 3.Kraml,f xf- Z*7 AV>ts 79$ 

(Biochimica et Biophysica Acta),284#,235~247> 1 
972 if ) lcJ;t)tii6tiX^Z,mmtM£btc. C*>bX 

[0 06 5] 4-7i>7>ff>JXJi/^vaj;f) > 
^t+V^-B (Grade I )> jOl/a-Xtf^*— fe' 

(Grade I ) tt-i- y >#-v>;W AttJ: OBfAL/fc 
4>©£fflUfc. WT, 2 0mM?x 

>K-4 0mMy>mr^h';r7Aigai?g (pH 6. 
2) Z&mitc. $Q-R~?-{>;n*-{*t--7v-Y<b& 
^sJKC. ^il»T-'l'^'5> 0. 2mg, y;U3-X 
**^#~fe? 3unit,/<W4^-t' 0. 1 
32unit, 4-T3 >'T>?b - y> 20n8r. 7 
xS-)l 40 ng. -7)lh-X 3 ymole?:#tfl(rfe 
cD^SSjg 1 2 5 a 1 £®*SS$ft?§ig 5 m 1 £JKR. 
ititt 1 3 0 n 1 t Ofc 0 *l»"C. Ctttcg?^ 2 0 

m i mm. o . o o i u n i t (ai^#&) ) *m 

•tt. fflttL7c^;l/n-x©?ga?:4 9 2nm©K7cS^ 
©E«sg£®fcttL/c. 

[0066] C©^ffi«:4jOrA-7 62 0 2#iv;U£ 
— fe'Stt* 5 o %fm? €.riStt 1 . 2/ 1 g/mlt4 

[0 06 7] W±©«fc5lcfc|69j©A-7 6 2 0 2Sfc 
tt-e©igWga^fe/Mai*a - iOUa^— bpi#r£tt?: 



02) 
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(51)Int.Cl .' 

C 1 2N 

C 1 2P 
//(C 1 2 N 

C 1 2R 
(C 1 2 P 

C 1 2R 



1/20 
15/60 

1/20 

1:01) 
19/60 

1:01) 



A 8828- 4B 
7432- 4B 



F I 



. MPMmim i ts 2 #ss# =m 



(72)^BJ^ ^Oj £^ 

mnnsi,}\mim 1 t§ 2#58# =&t* 

(72)#SWt ^ 
ft 



